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°144 -M» 4-g-4°l 4434^, 4~§- ^4^°-^ -40C ~ 25°C 4°1 443 

<io4> zl^ji, #71 £ ^4 afla 41H4 4-§-#s 4-g-s)^ 444 (VI )4 W^, 47l 4 
H4 * 5£^r 44 £°1, H44 (IV)4 44#^ «HH, B^rn^^H* 

, a^.h4 4b#, ^4 4B#, -8.-2.2=$- ^f- je^ «4 4#)4 4-§-4^A5.4 444 
004 s^s^ 44#^ *H24 if, 4-S-4 2^4 # ^ 44 44, °1» 44 ^) 
5. ^el^s^ ^12:4 ^ $14. 

<105> 1] 



1C^H)42826 



cgx}: 2004/7/2 




COOR 2 COOR 2 
(V) (VI) 



<109> ^7) 444, x, Y, Z, R 2 tt 4?H14 ;§o}£ £0.4, Xfe <g£, tif. AjLHf 4 

4W. 

<no> ti>-g-xi is ^44^ (v)4 ^iis 4^1 &M4, -8-4 °H^, 444, °HI 

£4^1, #SSS#, r]#^44, ^Hs^h.^^ ofl^o^^olB 5£^ N, JH^H^S 

$14. 4?1 51-^ (v)o] -20-25°C^ ^£^4 ^sj^ ^ c£ o» , 

10-25 °C4 £^14 *r^)1M 4^344- 

<m> ^ > ^7} is 444^ ^)2i «<HH &44, 4-8-4fe 444 (iv)4 4 

4#^, 4-71 4-g-4 3^14 «■ *r 44 °^44 (IDs £44^ 4^-4^4 44# 
-i- o^ti>Ai ^tf4 ti>-§-4^^4 4 ^ &4. 
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(II) (HI) ('V) 

[*b§-4 3] 

<iis> ^1-71 4°H4, X, Y, Z, R 2 ^ #7HH 44 £4. 

<n4> (iv)4 ^2 4^1 1144 (ii)4 (n)4 

AftSil^ SfW^I 6 H£$ *b§-£ ^#3*1 4-§- 7] o] n, MSfe 

#, OH^, 4^Kh 4A|£qE| i fSSif, 4#^.^M, ^4*1^-^4, °H 
3MB, N,N-^^lti^H^ H^r 3^4°1 4^^711 4"§"€ ^ o}4. 
<115> SE^b, #7] 4^4 -fj-71 ^714 ^7l «g7l^ ^4 4°H4 ^ 4, 4-8- 7} 

^ <g 7 14 d\]sL^ IH^^T *\]£.^]IL, <£44^T 4^W|H, HBH^)^ 6 } 1 ?!, ^ 

°-4, 4-5-^rS^ 134^°-^ -40-25 °C 7} 4^*144. 
<116> IlBlJL, #7] 4 0}^S(- <^44 ( H )o) ^.^^ ^5)-^o> °}^r 

^ 4-g-s)^. -ffcEafls.^ 4^ % v 4°]^, °Ki 44^, i^^H f ^4 oh 

c ^ a> jpMrHt- tfl^^°i7m- cth^ ^lo-a- * ^ &4. °i n fl, # -t^ 

^l^Nr ^tttl^ ^-7lA>(^# 1-^, o}4, 44, ^314 f-) SEfe 4714H* 
^44 , 4^44, 44#^4, 4t#^4)# 1: *r &4. 5^4, ^4i^4* 4-§-4 
^, 444 ^ 5^r3], i# N,N-^Al#S.^^4^^°14S., N-Al#S 

^_ N _( 4 _c] o]] 1 44 ic^l 4 ) 4 = 2£t} °1 4 H , N , N-4 s iL4 «1 M2-v\) 1 °1 4 4# ) , °H H 
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<117> ol^j. ^ b^o Si 3^ (i)o] 7 >^m £ Wi^l ^ ^€ ^ 

7] 4<^ £ ^ ol^ H><4 £0], ^7l7> SL^^M &i=. A> ^ 

*HH ^717} ^7^ ^#^r ^ ^ 5£4. 

<118> [ti>-§-£l 4] 

<119> 




<120> *H*1, x, Y, Z, R 2 ^ Qfe #7HH 31 3 € 44 £4. 

<121> c] xtflo]] A}-g-£]^ ^13^:, B5l#^S0HlH^> 5E^r ^^-^^1^-4 ^ 

lOOOtifl^ °<H 4^-3) ^J7 ; 4^^7fl^ 5 ~ 100^7} A]~g.£4. JE^, #7l J±5l7l ^ 

^l^Al -10-25 T? 3 &S.^*\ ^^4. 

<122> Aj- 7 ]o] y^O,^ (D^ ^.^-o. ^^Sh o]^ cg^^ ; ^e)7}^ 2^ 3 ^ 

T3>S.ZZ.Sfl3E| 5£^ o]^- 3^P>£ ZL5fl^4 ^ ^&17}X] W^^g- , 

^ &4. 
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<123> ^^.6)1 45}, £ Wiri^, R 2 ol] "7>S4A]71^ 1^|B f 

«^ 7>*l*r 4^44 -frSafliS) ^BflS^ £ Sj-f-l-^ ^2:1- ^ $^ 

4, o]5^^V 4*^1 -frE*^ iiEflHf n>t=±=, «]--§- f^M 4« 
^ ZL ^l^O] ^ ^7^ 56)1 7l^fl^ 44 £4. 

<124> £ (1)5] SE^r ^l^A^ §]-g-5)^ <£4 ^ol^. ^ 

<125> J± 1^0] 4^Rr *H 44 ^A>-g- ^^11 * ^-g- T^l ^ ^Hfl^ Jf<^ ^ 

$Ur4, ^ ^Bfl^ ^*|^ Jf^f- o]-g-^ 4^ *T $1 

4. « SL<£ iE^ ^4 11 ^4 ^4 44^ £&tt 44^ ^Bfl^ ^ $l°-4, ^4 

3 «^ Sfe 444« ^-fHS; ^ $14. 5&4, ofl§ 1-oi, JjL^ 4^344, ^1 
#4°] 444 4~g- ^bfl A}^}^ ^2: ^44 ^ Efl ^ $14. 4?] 444 

(1)4 44#^ 5E4 3^444 iE^ 7lB} #3^4 J=4 ^T-o] 2)-Ofc A}-g-^H 

44^1 xil44€ ^£ $14. 

<126> ^ J=a}-g. jtjfll J=c^ ^Bfl^ ^1, 44 £ o hM]7} 7}^H, ^§4 * «1 

444^4 ^£ $14. s^, i^l ^ INfe 47] 444 (1)4 %4 5j--t## 
4£^4 4£ ^4 4^ 44 4 #4 ir%4 s]4*)l ^ 4^4^ ^444°lH 

4 4^ 444, It^l ^4 4^ 4314 ^444-^4 ^1^€ ^ $14. 

<i27> 44, ^ sfe 4^ 4^^4711 %^344 ¥ 

^€ $14. 
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<128> o]s}, £ ^6) ti^zj^. ^AHt- €■ 43" $4*) ^*}7]5L 

^uf. 4p>, o]o]j ^e} £ ^ ^^71- 3£ 444, 4 1 ?! *>44 *ll 

4€ 3H4. 

<129> i ; (6R,7R)-7-5|]^^^6]-^Eol.pl £ -3-^ SlI ]]^-3-A^-4-7l- 

s4€3HB4 ^[J^ (IV)4 s^l^l m ^ ^ofl] 

<iso> (6R,7R)-7-oH^-3-tSS.^] 1-3-^1 ^-4-^>s 4^ 5)1 o]b 4HS#^4^ 4.05g(10mmol) 

1- #^5lH 80mLi m^l^l ^ 0°CJL W&4. °1 -g-^^l 2.1mL(12mmol)4 N,N~4°1 

i^^ll^i: 7 >§}J1, 10£# saRV ^, 5)1^4^4^11 1.8mL (12mmol)^: 7> 

4^, 30£# HtiJr*>4. o]^, 433!: -g-^ #, SSf 4^-, ^ MgS045. 

^2:^31, 44, ^-grH, ^4 44-^4^ (6R,7R)-7-5|l^B|-2. 0 HlB^ 

4£-3-#S.S^lt-3-^H-4-7l-H4^^olH 5.13g (98.6%)# £&4. 

<i3i> i H ^ (CDCl3) goo MHz, 5): 7.56 (d, 1H), 7.29 (m, 7H), 6.90 (d, 2H), 5.80 (dd, 
1H), 5.23 (s, 2H), 4.92 (d, 1H), 4.46 (dd, 2H), 3.81 (s, 3H), 3.49 (dd, 2H) 

<132> ^-t^aI^ (6R; 7R)- 7 -( 3j 

4-4 WS.^} ^ )4 ^4^1 B 44 SLS-W-sLsm) 1-3-^] |-4-7}^ 31 4 B4 ^)3i 
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<133> # 7 | ^jLdfl IS] ^4 ^o_^> AVg-^jl, 4^]-, £-§--§-3.*) ^N^^Hl I" 

.3-2} — tflA] 3,HtS^^lE)A 2 .15g (12mmol)# 4-§-^H £*N 4.93g(85%)^ <g 

5S4. 

<134> 1 H nmr ( CDCl3; 300 MHz, 8): 7.45 (s, 1H), 7.29 (m, 5H), 6.90 (d, 2H), 5.80 (dd, 
1H), 5.23 (s, 2H), 4.92 (d, 1H), 4.46 (dd, 2H), 3.81 (s, 3H), 3.49 (dd, 2H) 

<135> (6R, 7R)-7-(3, 5-^^112)]^) ^£<>M|HaH;E-3-#SS^l-3-*H 

<136> J£ 7 ] %-JLd\) l<j] laj-^^ AV-g-^-JL, xq-^V, tiV-§-l-S^ 5)1^E) § 

tflAj 3,5-^^111^^511^ i.63ml (12mmol)^r *l~g-*H g_*\]<i\ 4.9g(87%)^ 

4. 

<137> i H (CDCl3; 300 MHz, 5): 7.45 (s, 1H), 7.29 (m, 5H), 6.90 (d, 2H), 5.80 (dd, 
1H), 5.23 (s, 2H), 4.92 (d, 1H) , 4.46 (dd, 2H), 3.81 (s, 3H), 3.49 (dd, 2H) 



<138> ^-JStfl 2 : sH^-pH^-a]^ 

(6R,7R)-7-sll Tdi^MlB °M 5)] q -£-*)! ^-3-^^-4-^4^ s fl o] 3 li£5] 

(V)3 s)-t#i ^2 ^H). 
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<139> #7] %>ZLi 1<$X\ 7))^Q, 44-^^1 ^ (6RJR)-7-^] 1 dB|^.o]-4B^Hi-3-#S.S 
i 1-3-^1 ^-4-?>s 4^ 2.60g (5mmol)-i: 44^ lOOmLi ^Jl, H^^^S 1.57g 
(6mmol)4 .SJLEJ?- 4-Bf" 0.90mg (6mmol)^r 7>44 2 3^4. °1 # 

oj- ^f^o] ^^ja ^ fe^H ^ ^ft 6 J 44-^^1 (6R,7R)-7-^EU 6 WI 
B^l£-3-BS|^|^£^3E|^^ 1-3-^1 ^-4-7>s 4^ e||o]B 4.15g (95.0%)^- <£&4. 

<140> 44-*H44iM (6R, 7R)-7-(3, 4-4 #5.^1 -£-4^1 H44 £^44 
^1^-3-^-4-^2 4^ o]e iLAH4 4|2 

<141> Aj-7] ^jTofl 24 1^4 4^, 44-^1 

(6R, 7R)-7-(3, 4-tq#^5)l^)^AoHB44£-3-€^^€-3-^^-4-4^-4^^°lBl- 4 
-g-«H £*II4 4.4g(96%)^r <£$4. 

<142> i H (CDCl3j 3 00 mh Zj 5 ): 7 . 85 ( d> 2H), 7.60 (m, 20H), 6.90 (d, 2H), 5.90 (d, 
1H), 5.25 (s, 2H), 4.95 (d, 1H), 4.46 (dd, 2H), 3.84 (s, 3H), 3.50 (dd, 2H) 

<i 43 > 44-^144^ (6R, 7R)-7-(3, 5-4^M^)4£4^lH44£-3-B^N^44-§- 
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<i44> # 7 ] % vj7^] 2 ^ 4^, ^IrS^ >bHW4iM 

(6R, 7R)-7-(3, S-tqit^^)^^^^^^-^^^!^]^^-^^^^^* 

*H S^l^l s^f- 4.18g(95%)4 <*&4. 

<145> i H (CDCl3> 300 MHZ; 6 ): 7 85 (d> 2H)j 7>60 (m> 2 0H), 6.90 (d, 2H), 5.90 (d, 

1H), 5.25 ( S| 2H), 4.95 (d, 1H), 4.46 (dd, 2H), 3.84 (s, 3H), 3.50 (dd, 2H), 2.2(s, 6H) 

<146> ^X\d\] i : sj-^-^s.^^^ ( 6Rj 7R) _ 7 _sj]^ E]j>o}4E 6 ].p] £ _3- o] ^44^-5- 

^Hfe £-¥ sj-^H (l)3 ^ls^l ^ 



%JL<^ 2<M ^2^, 4b}-p]]^a1^^ (6R,7R)-7-5|l^B)^.6H]HoH£-3-Hel5|l^ii 
^1 1-3-^1 ^-4-7]-= 4^ AJLH 437rag (0.5mmol)4 3-^1 o] ^^^-5-^ s « <£ 
T5H«1= 56mg (0.5mmol)» ^€^1 #3.5]£L 5mH i ni L£) 5% fKHrrfci+E-f- *r-g- 

OJ }^ 7>W. ^<^H 5^R> ja^i, o] -g.6n^. § ; isj- £=#3. ^ MgS04 

]= : - 1 : 2) S ^»1§H 43 195 mg (70.1%)^ <£&4. 

X H NMR (CDCI3, 300 MHz, 5): 7.50 (d, 2H), 7.32 (m, 7H), 6.87 (d, 2H), 6.63 (d, 

1H), 6.38 (d, IH), 6.03 (s, 1H), 5.85 (dd, 1H), 5.16 (d, 2H), 5.04 (d, 1H), 3.81 (s, 

3H), 3.71 (q, 2H), 3.42 (dd, 2H), 2.82 (s, 3H) 
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sH^HW*! 1 ^ (6R, 7R)-7-(3, 4-tq#S5.5H^)E)^.6}^BoHH-3-[(3--p|]1^^4 
#-5- -3-4 q -4-7]- s 4^ 31 o] B 51 >Q S 



<150> #7] ^AHl id] ^4 ^SJ^- A>4^)-ul, 4^, #-§-#3.^ ^-^S-a]^^ 

(6R, 7R)-7-(3 , 4-i=l #3.^3)1 ^ )3 l^lB^l £-3-HiJ] 2)1 ^i^s] 1-3-41-4-^4 
^3HH = # *}4*H 0.24g(81%)# £524. 

<151> 1 H NMR (CDCI3, 300 MHz, 8): 7.50 (d, 2H), 7.32 (m, 5H) , 6.87 (d, 2H), 6.63 (d, 

1H), 6.38 (d, 1H), 6.03 (s, 1H), 5.85 (dd, 1H), 5.16 (d, 2H) , 5.04 (d, 1H), 3.81(s, 3H), 
3.71(q, 2H), 3.42(dd, 2H), 2.82(s, 3H) 



^-pH^aIM (6R, 7R)-7-(3, 5-^^€^m)^^ c >HlH^H£-3-[(3-^llol 4l 4A>a 
-5-^ -3-i4-4-?}54^ 4 °1 ^ *fls 

^-71 15] S.Q}f£ A>-g-^J7, 4n>, ti}-§-#^ s).^-*)] JS.^ iffl^ 

(6R, 7R)-7-(3, 5-t^M>i)i3iLoH;E6>pl^^ 

3HB A>-g-*M a^l^ st-tl" 0.22g(80%)^ £&4. 

*H NMR (CDCI3, 300 MHz, 6): 7.50 (d, 2H), 7.32 (m, 5H) , 6.87 (d, 2H) , 6.63 (d, 
1H), 6.38 (d, 1H), 6.03 (s, 1H), 5.85 (dd, 1H), 5.16 (d, 2H) , 5.04 (d, 1H), 3.81(s, 3H), 
3.71(q, 2H), 3.42(dd, 2H) , 2.82(s, 3H), 2.2(s, 6H) 
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<155> ^UH 2 

<156> ^_X\d\) 1 4 ^ ^2:^0.3., 3~^] 1 ^ ^44^-5-?} 2«t^l E. tfl^H , ^fl^ 

<157> 1) ^-PflS-Al^^ 

(6R,7R)-7-^E]£<>HH<>H:E-^^ 
<i58> 2) s^eMl^M^ 

(6R,7R)-7-^l ^B) jL<iMEo}Til £ _3_[ (3-Bfls.A] o] ^a>§-5-^ )h] ^]-3-^ ^-4-7>h 4^ o] H 

<159> 3) ( 6R; 7R)-7-^ll 1 d^^.o]-AilHoH5.-3-[(3- 0 lR^ol^A}^ -5-^)^1 

^ ] -3-4 -4-?}24^ 5)1 o] h . 
<i60> 4) sj-ef-^j^-A]^^ 

(6R,7R)-7-^N3£ 0 HlBaM:£-34(3-^^ 

<161> 5) s^-tW^IM (6R,7R)-7-^l 1 dB]o_o]-^B6H£-3-[(3-^S.^-Alo]i4A}a_5_o^) ti ] 

^ ] -3->fl ^ -4-7} s 4^ 511 °1 B . 
<162> 6) s^HW^l^ (6R,7R)-7-5il 1 dBj^o>^^o]-inl £ -3-[(3-i^-Al7l-s^^ol^A>^ 

-5- ^ ) wm ] -3-Afl ^ -4-7} s 4^ 31 °1 B . 
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<163> 7) 5j-el~T3l]s-A]ia^ 

(6R,7R)-7-^m3£o^lBoH;E-34(3-^^ 
<164> 8 ) 45}-*)] JH 1 ^ (6R,7R)-7-5)l 1 d^c L 6>4H^M5--3-[[3-(4-^t^^)ol^4Al-^-5- 

^ ] «N ] -3-Afl ^ -4-7} a 4^ ell °1 B . 
<165> 9) 44-^^1^ (6R,7R)-7-^1^^^6H^>n]£-3-[[3-(4- 13 )]SAl^^)ol4 : 44a: 

-5- <g ] «] ^ ] -3-Afl 3g _4_^ 5 4^' ^| ol h . 
<166> 10) (6R,7R)-7-5)l 1 d^o_6]-^E6H£-3-[[3-(4-W^S3fn i d)oli4A> 

#-5- U ] h] ^ ] -3-*H ^ -4-?}s4^ 511 °1 — . 
<167> 11) ^-nflS-A]^^ (6R,7R)-7-^l 1 dH]o_o]-^BoHH-3-[[3-(4-^S5)m)o]i^-A]-§ 

-5-9J ] «1 ^ ]-3-Afl ^-4-n= 4^ 5)1 ol j= . 
<168> 12) ^-Pfls-Al^^ (6R,7R)-7-^lNE)^.o}^BoH£-3-[[3-(4-y.S.£5ll 1 d)oli44# 

-5- <Q ] ul ^ ] -3-41 ^ -4-?} = 4^ ell °1 — . 
<169> 13) ^-^s.AlHjl^ (6R,7R)-7-5ll^Blo_o>^BoH£-3-[[3-(3i]Bl^-2-^) c 'R44# 

-5- ] til ^ ] -3-Afl 3$ -4-7} h 4^ 5fl °1 B . 
<i?o> 14) ^sH^^l (6R,7R)-7-5imHlo_ol-^lBoHH-3-[[3-(2lHl^-3-^)^R44* 

-5- ] til ^ ] -3-41 ^ -4-^4^J 5)1 ol b . 
<171> 15) 4^1^! (6R,7R)-7-5)l^E)^.o>^3o}pl£-3-[[3-(5S)^^-4-oj)ol : i442. 

-5- H ] til }£ ] -3->ll ^ -4-?}S4^ 511 °1 B . 
<172> 16) ^-TJil^AlyHl ( 6R! 7 R )-7- 5 ii^ E )^o>^lB6}pl H -3-[(3-7>syi- £ Qgol4 1 4A>^-5-9J 

) til ^ ] -3-41 ^-4-4^4^ 511 °1 B . 
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<173> ^]cj| 3 : (6R,7R)-7-^^H]^HlB6H£-3-[(3-^ll^R44#-5- 0 E [)tim]-3-^^ 

<174> 5f5}-i WfX] iffl^ (6R , 7R)-7-5£f| ^ B^H £-3- [ (3-*H € °1 ^MWS-Q ) «1 ^ ] -3- 
164mg (0.28mmol)^r ^Wt 2.1mH ^^1^1 ^ , 0°CS ^4^:4. °1 

-g-°-H B^^LS^} 2.1 ml* *}7}S}JL, 0°C^]^ 2AR> ^, °1 ^fF 

■sH °1 ^Hl"^ ^-n- JL*m ^ ^-"tl- 81 mg (62.3%)^ <£&4. 

<i?5> i H (CD 3 0D, 300 MHz, 8): 7.43 (d, 2H, J=7.2 Hz), 7.29 (m, 3H), 6.75 (d, 1H), 

6.49 (d, 1H), 6.23 (s, 1H), 5.77 (d, 1H), 5.20 (d, 1H), 3.73 (d, 2H), 3.52 (dd, 2H) , 

2.27 (s, 3H) 

<176> (6R, 7R)-7-(3, 4-^#SS^^)Bl^.o>^B6H£-3-[(3-^ll^i44t-5-^) ti l^]-3- 

<177> -£*H 3 o] ^4 ^<£i£ A^Val, t^, ^^-Pfl iffl ^ 

(6R, 7R)-7-(3 , 4-^ #^5.^1 ^ )B) 3oH|H<>M £-3- [ (3-*fl 1 °1 £^}^-5-<H ) ^ ^ ]-3~4 ^-4- 
4-g--gr}^ S^j^l 3W!t 0.12g(80%)^r <2&4. 
<178> i H ^ ( CD3 o D; 300 MHz, 6): 7.43 (s, 1H), 7.29 (m, 2H), 6.75 (d, 1H), 6.49 (d, 
1H), 6.23 (s, IH), 5.77 (d, IH), 5.20 (d, IH), 3.73 (d, 2H), 3.52 (dd, 2H), 2.27(s, 3H) 
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<179> (6R, 7R)-7-(3, 5-^^ll^^)E]^l-^H^l£-3-[(3-^lol^44^-5-<g)y]^]_3_^ 
^-4-^>s4^a>o| ^ 

<180> #7] -gAlofl 3 o] AVg-^jl, ^-g-i-S^i 3^-^*1 « 

(6R, 7R)-7-(3, 5-^^^^^)H]^ol-^B^H£-3-[(3-^tol^4A>^-5-^)til^]-3-^^-4-7> 
H4^5|lolH# A]~g-*H 0.11g(85%)^ 
<i8i> l H nmr (CD3OD, 300 MHz, 8): 7.35 (m, 3H), 6.75 (d, 1H), 6.49 (d, 1H), 6.23 (s, 
1H), 5.77 (d, 1H), 5.20 (d, 1H), 3.73 (d, 2H), 3.52 (dd, 2H), 2.27(s, 3H) 

<182> -£1_aH 4 

<183> #7] 42 AH 3 4 *H 2^0.3. *1]^Kr ^Bhtfm*]^ i^^S^E^ 

<184> 1) (6R, 7R)-7-3)l ^ £o}Ai)^o}v) S.-3- [ (3-<*fl H o] ^4^^-5-0^ ) ti ] ^]-3-^||-4-^4 

<185> i H m (CD30D, 300 MHz, 6) : 7.43 (d, 2H), 7.26 (m, 3H), 6.75 (d, 1H), 6.49 (d, 
1H), 6.27 (s, 1H), 5.76 (d, 1H), 5.20 (d, 1H), 3.72 (d, 2H), 3.53 (dd, 2H), 2.68 (q, 
2H), 1.26 (t, 3H) 
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<186> 2) (6R,7R)-7-^3'£«>Me6}t^ 7> = 

<187> i H (CD30D, 300 MHz, 6) : 7.43 (d, 2H), 7.30 (m, 3H), 6.75 (d, 1H), 6.39 (d, 

1H), 5.98 (s, 1H), 5.76 (d, 1H), 5.18 (d, 1H), 3.94 (s, 3H), 3.72 (s, 2H), 3.52 (dd, 2H) 

<188> 3) (6R,7R)-7-^3£aHH6M:E^ 

<189> i H (CD30D, 300 MHz, 6) : 7.43 (d, 2H), 7.31 (t, 2H), 7.23 (d, 1H), 6.75 (d, 

1H), 6.40 (d, IH), 5.97 (s, IH), 5.77 (d, IH), 5.19 (d, IH), 4.26 (q, 2H), 3.72 (d, 2H), 

3.53 (dd, 2H), 1.39 (t, 3H) 

<190> 4) (6R,7R)-7-5|l ^ £.o}4jzo}v\ H-3-[ (3-J±3.£.ol ^44^-5-^)^1 ^] -3-^1^-4-^ 

<191> i H isiMR. (CD30D, 300 MHz, 5) : 7.44 (d, 2H), 7.31 (t, 2H), 7.22 (t, IH), 6.84 (d, 

IH), 6.52 (d, IH), 6.49 (s, IH), 5.78 (d, IH), 5.20 (d, IH), 3.72 (d, 2H), 3.52 (dd, 2H) 
<192> 5 ) (6R,7R)-7-2)l ^E|ic»H]E 0 } P l 3E-3-[ (3-*l ^4*1 °1 ^44^-5-^)^1 ^]-3~4 ^-4-7} 

<193> i H nmr (DMS0-d 6 , 300 MHz, 8) : 11.30 (s, IH), 9.22 (d, IH), 7.29 (m, 5H), 6.64 (d, 
IH), 6.37 (d, IH), 5.92 (s, IH), 5.73 (dd, IH), 5.19 (d, IH), 3.76 (d, 2H), 3.59 (m, 2H) 
<194> 6 ) 

(6R,7R)r7-^3£6MH6M:£^ 
^4. 
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<195> 1 H NMR (CD30D, 300 MHz, 8) : 11.30 (s, 1H), 9.22 (d, 1H), 7.29 (m, 5H), 6.64 (d, 

1H), 6.37 (d, 1H), 5.92 (s, 1H), 5.73 (dd, 1H), 5.19 (d, 1H), 3.76 (d, 2H), 3.59 (m, 2H) 
<196> 7 ) ( 6R f 7R)-7-5l] B] £_o}*\) £-3- [ (3-5)] ^ 6 1 ^44#-5~ <£Wi] -3-*\] -4-^4 

<197> l H NMR (CDC13, 300 MHz, 6) : 7.47 (m, 10H), 6.81 (d, 1H), 6.51 (d, 1H) , 6.51 (s, 

1H), 6.88 (dd, 1H), 5.12 (d, 1H), 3.73 (q, 2H), 3.51 (dd, 1H) 
<198> 8) (6R,7R)-7-4^^^o>^H6H£-3-[[3-(4-ilff|]^)o] 4l 4Al-§-5-^]t3l^] 

-4-^}s4^a>_ 

<199> 1h NMR (CD30D, 300 MHz, 6) : 7.72 (d, 2H), 7.42 (d, 2H), 7.25 (m, 5H), 7.81 (d, 
1H), 6.74 (s, 1H), 6.58 (d, 1H) , 5.76 (d, 1H), 5.23 (d, 1H), 3.73 (d, 2H), 3.57 (dd, 
2H), 2.39 (s, 3H) 

<200> g) 

(6R, 7R)-7-s|l ^ SL*\4 B £-3-[ [3-(4-i|^l ^)o) ^a}^- 5 - <g] v] v|] -3-Afl ^-4-^4 

<20i> i H NMR (CD30D, 300 MHz, 6) : 7.76 (d, 2H), 4.42 (d, 2H), 7.28 (t, 2H), 7.19 (t, 
1H), 7.03 (d, 2H), 6.81 (d, 1H), 6.71 (s, 1H), 6.57 (d, 1H), 5.77 (d, 1H), 5.23 (d, 1H) , 
3.85 (s, 3H), 3.74 (d, 2H), 3.56 (dd, 2H) 

<202> 10) (6R,7R)-7-5)l ^H] H <>M £-3-[ [3-(4-^HML3.J*0 ^ ) °1 ^44^-5-^] u l ^]-3- 
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<203> i H ^ (CD30D) goo MHz, 6) : 7.86 (dd, 2H), 7.41 (d, 2H), 7.23 (m, 5H), 6.81 (d, 

1H), 6.75 (s, 1H), 6.57 (d, 1H), 5.75 (d, 1H), 5.22 (d, 1H), 3.72 (d, 2H), 3.56 (dd, 2H) 
<204> ii) ( 6R , 7R)-7-4 ^ B) S.-S-[ [3-(4-#3.S*l| ^ ) °) ^44#-5-^ ] «1 ^]-3->fl 

<205> i H (CD30D, 300 MHz, 8) : 7.84 (d, 2H), 7.51 (d, 2H) , 7.43 (d, 2H), 7.29 (t, 
2H), 7.19 (t, IH), 6.83 (d, IH), 6.78 (s, IH), 6.59 (d, IH), 5.77 (d, IH) , 5.23 (d, IH), 
3.73 (d, 2H), 3.57 (dd, 2H) 

<206> 12) (6R, 7R)-7-sfl ^B] .SloMIHoH £-3- [ [3-(4- * S.S.^ ^ ) ^ ^4*-5-H ] ti l ^ ]-3-Afl 

3 $-4-?l-S.-H.^'*>. 

<207> i H nmr (CD30D, 300 MHz, 8) : 7.81 (d, 2H), 7.50 (d, 2H) , 7.39 (d, 2H) , 7.30 (t, 
2H), 7.15 (t, IH), 6.83 (d, IH), 6.75 (s, IH), 6.57 (d, IH), 5.76 (d, IH), 5.21 (d, IH), 
3.75 (d, 2H), 3.56 (dd, 2H) 

<208> 13) 

(6R,7R)-7-^\il3iLaMH^ 

<209> i HNMR (CD30D, 300 MHz, 8) : 8.69 (d, IH) , 8.15 (d, IH) , 8.05 (t, IH) , 7.58 (t, 
IH), 7.41 (d, 2H), 7.27 (t, 2H), 7.19 (d,' IH), 6.97 (s, IH), 6.86 (d, IH) , 6.63 (d, IH), 
5.79 (d, IH), 5.25 (d, IH), 3.74 (d, 2H), 3.57 (dd, 2H) 
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(6R,7R)-7-3N3£°MB d H:£-34[3-(:^^ 

<2ii> i H ^ ( CD30D) 300 MHz, 6) : 9.15 (s, 1H) , 8.78 (d, 1H) , 7.85 (d, 1H), 7.45 (t, 
1H), 7.39 (d, 2H), 7.28 (t, 2H), 7.16 (d, 1H), 6.87 (d, 1H), 6.68 (d, 1H), 6.45 (s, IH), 
5.79 (d, IH), 5.25 (d, IH), 3.75 (d, 2H), 3.56 (dd, 2H) 

<212> 15) 

(6R,7R)-7-«E}jL<>MH^ 

<213> i H (CD30D, 300 MHz, 6) : 8.82 (dd, 2H), 8.34 (d, IH) , 8.22 (d, IH), 7.43 (d, 
2H), 7.27 (t, 2H), 7.21 (d, IH) , 7.02 (s, IH) , 6.91 (d, IH), 6.63 (d, IH), 5.74 (d, IH), 
5.38 (d, IH), 3.74 (d, 2H), 3.61 (dd, 2H) 

<2i4> 16) (6R,7R)-7-^l^H]^o^lBoHH-3-[(3-^sB> £ o^ol^A>^-5-^)til^]-3-^l^-4- 

<2i5> i H ( CD30D; 300 MHz, 8) : 7.43 (d, 2H), 7.29 (m, 3H) , 6.84 (d, IH), 6.67 (s, 
IH), 6.58 (d, IH), 5.79 (d, IH) , 5.21 (d, IH) , 3.73 (d, 2H), 3.52 (dd, 2H) 

<216> 5 : R 2 °fl 4^-711- £°g§H ^M^i^ 7}7)±r = 
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<217> (R.SM-lH^SiH^^HM (6R, 7R)-7-5ll 1 d^^6>^HoH£-3-[(3-^l^i 



<218> (6R,7R)-7-^mi3£ d H]BoH:E-34(3-^^ 

0.5g(0.93 mmolM: N.NIi^BdHH 30mHl ^ ^r£» -15 10 ICS 
^4^4. o]e^ ^-oBci] l,8-^^1-wlAl#^[5.4.0]^^^-7-«ffl 0.14g(0.93mmol) ^ l-^JE 
o]]^ o]^s S ^ 7}iLio|B 100ml* ^JL 3 a]t_> ^o> 51tiV^4. ^%-o] fog^l Jp:, oflig o} 
AflSlMB 100ml» <^4*H *fl7^}ul, °H<i 5% 

H# ^r-g-^ 7}*b4. ^-7] -g-<^ #, #<H$ ^, ^ MgS0 4 5. ^S^ZL, <*] 

4, ^n-*M °1 3:^#-£- € 3^>£ZLE|]3E|(ofl^ : i^xy = 3 : 

2)3. ^-tt 450mg(85.7%)^ ££4. 

<219> i H NjjR (CD3 o D; goo MHZ; 6 ) . 7 43 (d> 2H; j =7 . 2 Hz), 7.29 (m, 3H), 6.75 (d, 1H), 
6.61 (m, 1H), 6.49 (d, 1H), 6.23 (s, 1H), 5.77 (d, 1H), 5.20 (d, 1H), 4.31 (m, 1H), 
3.73(d, 2H), 3.52(dd, 2H), 2.27(s,3H), 1.74(d, 3H), 1.35(d, 6H) 

<220> X\?$a\} i : X\-% 

<22i> £ ^HdflAi sf-f-l-l-^ ^^11 cq tfjtf W 47} 

(Mueller Hinton Agar)* ^ sHCAgar Di lutionH^l ^ 37TC*H 18*1 # afl^ 

^ ^, 2 #7]13 o_5. sl^^H q-^^i, ^i>AS ##*H S7] 
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4tl"4 ^l^H (MIC, g/mL)# W-°S4 1^4534. =1 ^4* 4£-4 5. 



[a 1] : tfljx^ 5^ ^ ^ £ (MIC, g/raL) 





MkSA 


s|-lHr 'IK 


5r^-# 28 


sir^M: 30 


43L^ 




1 


Staphylococcus aureus 001 


1.563 


3.125 


3.125 


25.000 


3.125 


2 


Staphylococcus aureus 002 


0.007 


O.002 


<0.002 


3.125 


1.563 


3 


Staphylococcus aureus 003 


3.125 


12.500 


6.250 


>100.000 


0.781 


4 


Staphylococcus aureus 004, 


6.250 


6.250 


3.125 


>10.000 


0.781 




Staphylococcus aureus 005 


0.098 


0.098 


0.098 


6.250 


0.781 


6 


Staphylococcus aureus 006 


0.013 


0.013 


0.004 


1.563 


0.781 


7 


Staphylococcus aureus 007 


0.013 


0.013 


<0.002 


1.563 


0.781 


8 


Staphylococcus aureus 008 


0.098 


0.195 


0.195 


1.563 


0.781 


9 


Staphylococcus aureus 009 


0.049 


0.195 


0.195 


6.250 


0.781 


10 


Staphylococcus aureus 010 


0.391 


0.391 


0.195 


6.250 


0.781 



<224> 5. 1^ <£ *r SX^ 44 ^°), £ 1^4 S^l^ *)14^ ifl^ 

^ 4^^ #^4tb n# tfl-sH, ^rt> ^5- 

44^4. 



[1^4 Jrzz}-] 

<225> ^T-7l*> 44 £ 1^4 ^tSil^Tll #^4lL> f4f4 ^ 44^1 

4*H, -f^tt W 4444, ^4, 44-€4 44 iEf^^fi 4-f^l-f^ ^ 

4) 4*114 344 4^ 44^ ^ 5£44, 4-^-44 4-§-€ ^ &4. 

<226> ^4, VlT$6\) # 7 ] £ tf^o] Afl^S^a^TJI 4 



1( 



)42826 
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1] 

[ (I)] 



^ffl, Ci-6 <M, Ci-6 Ci- 6 ^Tflic^, Ci-6 ^ i&^r C3-6 4°ltSt^ 

Ri^ ^>7i (A)s s^fe 3-^7} oji^if sf-tl- 0 !^; 

[ (A)] 



( ^7H, Afl^SA^Tfl 51-^-1:611 ^--g^ *|:&7]3.*| f ^i, ^^1, 

^1 0 K^, ^IS^]/}, ^e^o^AAl, N.N-4^^ 



Y 




COOR 2 
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2] 

*ll 1 %H SH 6 !^, #71 (1)51 (6R ; 7R)-7-5im^^o> 

£-3-[ (3-^1 1 o] ±M}^-5-<£ )«m]-3-^l ^-4-7>s 4^ ^ o] b , 

-t^I^ ( 6R)7R )- 7 _^^El^oHlBo>T 3 lH-3-[(3-olltoli4A>^-5-^)wl^]-3- 

45l~i3|lS.Al^1^ 

(6R, 7R)-7-31 ^ ±<>M^M £-3- [ (3-*ll^H o] ^44^-5-^ ) a] ^ ] -3-^^-4-^54^ gfl o] e 
45} -pfl-a-Aliffl^ (6R, 

7R)-7-3|l ^Hl ii.d>Af|B^H £-3-[(3-^ 4*1 °1 ^44#-5-<il ) «1 ^]-3-^l|-H}24^ 31 0} e > 

(6R,7R)-7-3m^£6Hm 6 H£-34(3-^^ 

4 5} 4 Al Tffl ^ (6R ft 7R)-7-^ ^ Hi ^.o>Afl e 6 >p1 £-3- [ (3--&I h4*1 6 ] ^^>#-5-^ ) «1 ^ 

S^-t^aI^ (6R,7R)-7-s|l^Bl lo^|Eo]- D ]£-3-[(3-oiiSAl7}B i ^o]iAA}t-5-o^ 
) «m ] -3->fl *9 -4-^41 31 °1 B , 
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4^ -i 4*1 ^ ^ (6R ; 7R)-7-5)l ^ B) ^.oH B c}v) S.-3- [ (3-5)1 ^ °] £44^-5-?J ) «1 ^ ] -3- 

^|-Hl-H4A^lolE i 

^^MI^M^ (6Ri7R )- 7 _^)^^^o]-^H4pl£-3-[[3-(4-i^^^)^i^m-5- o a] 
wl ^]-3-^l ^-4-7} h 4^ 31 °1 B , 

-^a]^ (6R,7R)-7-^^Elid>AflH6>i3]£-3-[[3-(4-^^14^)oli4A>^-5- 
<g ] «1 ^ ] -3-Afl ^ -4-7} h 4^ 31 °1 B , 

42MI^-*1tM (6R,7R)-7-^^Hl o.4^H^H£-3-[[3-(4-#^S5im)^1^44#-5- 
g ] «m ] -3-^1 ^ -4-7}b4^ 31 <>1 B , 

4e} 4 A] iffl ^ (6R , 7R)-7-5)l ^Hl ^o>^l ho}*1 H-3- [ [3-(4-#5.3.sf| ^ ) o] 
°i ] «1 ^ ] -3-Afl 3§ -4-7}Je14^ 31 ol B , 

sj-ef-^js-Al ^ (6R, 7R)-7-3tfl ^El ^.6>AflB*H £-3- [ [3- (4-^.5.5.^) ^ ) ^4a>§-5-^ 
] «N ] -3-^1 ^ -4-7} s 4^ 31 ol B , 

sj-Bj. _pi]s.A]^l^ (6RJR)-7-^l^Hloo^|E6}inl £ -34[3-( 3 j^^- 2 -o^o)iAA]. t _5_o^ 
] «1 ^ ] -3->ll ^ -4-7fH4^ 31 ol B . 

s^HW^l^ ( 6RJR )_ 7 _^^Hl^o>^BoH£-3-[[3-(^5l^-3-^)oldb44#-5-^] 
til ^]-3-a1|-4-7}54€ 31 ol B , 

sj-ej- -nfl 4 Al ^ (6R , 7R)-7-^| ^ 3 ^.6>Afl B^H 5.-3- [ [3-( ^ ^-4- ) o] ^4^-5- <Q 
] Hi ^ ] -3- Afl *9 -4-7} s 4^ 31 ol b , 

4^-pIIs.aI^I^ (6R,7R)-7-slN^^o}^Bo}pl£-3-[(3-7}=H}a^ol^4A}^-5-^)Hl 
^ ] -3-*fl $ -4-7} h 4^ 31 0} B , 
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(6R,7R)-7- ^^El^oH]B^H£-3-[(3-^1^^44*-5-^)til^]-3-4^-4-^=-4^ 

C6R,7R)-7-^idi3iL<>HimaWM^ 

(6R,7R)-7- ^^Hl^6HlB^H£-3-[(3-^^A]oli4A>^-5-^)wm]-3-^^-4- 7}M 
(6R,7R)-7-^3iL<>M|H6}^^^ 

(6R,7R)-7- ^|^^^6^]^6]- U ]£-3-[(3-^ S . £ ol^Al-^-5-^)yl 1 d]-3-^^-4-7>H4 
(6RJR)-7-^1^b1^o]-4hoH£-3-[(3-^H^a1o]^4a}^-5-^)w1^]-3-^^-4-7}s4 

(6R,7R)-7- ^l^^^oHlH^HS-S-CCS-^^Al^s^^oj^A^-s-^)^^]^-^^ 

(6R,7R)-7-^3iL<>H|H<>H^^ 

(6R,7R)-7- ^^El^o>^HoHH-3-[[3-(4-^]l3 i )]^)ol^4A]-§-5-<a]wl^]-3-^^-4- 
(6R,7R)-7-^B^o}4;eo}p]£-34[3^ 
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(6R, 7R)-7- n \m i<>ME«»H 3E-3-[ [3-(4-t^^^4^ ) °1 ^44^-5-^ ] «1 ^]-3-M| *8 

(6R,7R)-7-^E]£a>Afl;Eo>n^ 

(6R,7R)-7- ^l^B]^o>^H6H£-3-[[3-(4-^S.Ml^) c >R44§-5-^]til^]-3-^^ 
(6R,7R)-7-^3iLoHH<>M^^ 

(6R,7R)-7- ^1^H]^o>^]boH£-3-[[3-(^e1^-3-^)^^a]-#-5-^]w1^]-3-a^-4- 

(6R,7R)-7-^3£o>^h<>M^ 

(6R,7R)-7-^i3iL<>>Afl;Ea>^^ 

4^^L>AS o)^o]^\ ZLf-i^ E)^ ^S^B^l Sfe ^]«}- 

AS *l-g-£)Tr ^ 

3] 

*}7l 3^ (VI)^l (VI 1)3] -f^l -g- 

^■tt 5E^ ^Ml^AS S)-g-£)£- ZLS] ^ofl tfl^ 
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#7} *\<%*], ^7) ^HH, X, Y ^ Zfe ^ 41- ^ &Oj*|, Z]-Z]- H^2jO S 

Ci- 6 Ci-6 Ci-6 *S7Hic^, d- 6 £g ^ ^ 

, Cx-4 <M, Ci-4 £^4*1, ^.^l im, 4li sEfe- ^i^SuiBl ^1^11- v+eHM; 
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4 3 SZ^^, %7) <$7}£.^ ^#4H#, iH^i 4H#, t^-s] ^ 
£^4^ o}nlH, ^5]^ ^j^A]^, <>HlEflolE i 

^-(^)MH^J, N-^tlSSi^ N,N-(^l#)^Tffl^^ g N,N-4-(4#)£^ 

4^-*S o]^6]z\ ZL^6\)X\ ^ o]^o) ^7]» A>-g-^ ^0.5. 4*r 4fSil 

4M JE^r 4^143-°^ *)-§-4^r <g6j) tetb X]2: 

13?* 5] 

SSSf, ^#5.5.^, EflB^lHS^^, <M44N°lB g N,N-T^^f-44HS. ^ 
^ ^fl^i 44 A>-g-^ ^ ^S^S^ 4^-# JEfe 4X] 

^^■S *l£4*r ZLO] ego]] tfll£ »] 2 yj-^. 

6] 

XI 3 5E^ XI 4 «>-§- ^£7> -40C ~ 25°C ^ ^ 

^5.^5^1 4W 4X144 .£.3. 4-§-3fe- zL^i tfltt xi^ 4^. 

[^4 7] 

XI 3 4 SEfe XI 4 4?1 tiV-g-^i 4^4 ^ ^ 44 4?1 444 

(D4 4ttl ^X] 4^4 ti}-g-Al^A^, 7l-s4A]7l4 ^S7]l- X]7]4fe 34|f- ^7} 
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[ ^>-g-^ 4] 



COOR 2 O-ff 




, Ci-6 Ci-g Ci-6 t^l^M, d- 6 3£fe C 3 - 6 ^HfSt 

A]o} ti 7>s4a] ; ^h-S./^ ofl^s, w>£^4Al , ^h^S.^, 




1^ 2004/7/2 



8] 



